(19) KOREAN INTELLECTUAL PROPERTY OFFICE(KR) 


(12) PATENT LAID-OPEN PUBLICATION GAZETTE(A) 


(51) International Class 
A61K 35/78 


(11) Laid-open Publication No. 1O-1998-0008238 
(43) Laid-open Publication Oate April 30. 1998 


(21) Application No. 


10-1997-0031533 


(22) Appl icatlon Oate 


July 8, 1997 


(30) Priority Claim 


Korean Patent Application No. 10-1996-028272 filed on July 12, 1996 


(71) Appl icant(s) 


LG CHEMICAL CO.. LTD. 

20, Yoido-dong. Youngdeungpo-gu . Seoul 150-010. Korea 


(72) Inventor(s) 


CHOI . Seung-Man 

B-104. LG Sataek, Ooryong-dong, Yusong-gu, Oaejeon. Korea 
CHOI, Young-Ho 

109-903, Sejong Apt., 462-5, Jeonm i n-dong , Yusong-gu. Oaejeon, Korea 


(74) Agent: CHOI. Kyu-Pal 


^loK Sa-REDUCTASE ACTIVITY AND ANTIBACTERIAL EFFECT AGAINST 



Abstract 



The present invention relates to a composition containing Sophora flavescens extract which inhibits 5a 
-reductase activity strongly to reduce the excessive production of sebum and has an excellent 
antibacterial effect against Propionibacter ium acnes which has been known as a main contributor to 
worsen acnes. 
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(54) 5o-a|eje|-oW|o| ojjfl^^ =sn|2Me|Ej| £|#o|-3M|^o|| thg^gg ^aj = 



sj^l©^ §a|o)| cH-sg eWA|?|fe SeJ5°S VBfSI H|E||o|go^m^(propion ibacterium 

acnes)o|| q)©W *J-g *f#o| sflCHith 21M(sophora flavescens) Sm» ^£So)| ^o|c|- 



Reductase)2| e|-o^ s.a|o)| o=|h#§ o| a( . A | ? | - goj^o^ &e)S 5Sii|£L|9tEj|a|§o(3 

MKPropionib acterium acnes)o)| cHSKH #3 *|§o| flojy. i^(Sophora flavescens) »#«■ 5«§ 

[^go| 7|#^o^ si a &oM>| #£H 7|#]y^g <X=#. a|=ah = e y&2 = S2|#£! 

(androgen-dependent disorders) eH3=I^S«KVan Luu-The s| 521; Characterization, Expression, and" 0 
Immunohistochemical Localization of 5a-Reductase in Humna Skin, J. Invest Dermatol 102 221-226 

1994)0|Ch ZL § #^°| <d£0\\n Him §A|2H A^ # 9 - oj- ygg y-AH £a£s|' &0|| 5|g'wo 

S SW|£|o1, S|S y-^2 = S »^e<AH|S oil SU *IS# ^«J- <2^7|- SUsjJl ftcf. asM^ 

ah 4^31^5 <H=#af x|=Aj n|J*gs. =|x|aa3l*Ksebum-related disordered y&2 = So)| s|sjj 
af^fil n|x|o)| o| SHAi gh^s^ s^o|a| 5&£J°J ^jsHAife y^jag^ Ih^ei^l* »«fo4 qx|s| ah 

9 «l*l|sK*ot »ck 

Eil€-(testosterone)S 5W"l-£|BjEFoWlcH| ffAi ^jsgoj cho|S^| HSEH^s.^EHa- 

tdihydrotestosteroneJSS. a?iH|ai, o| 2 = gs| ti|§A^o| ^ojx| § s. yxng &sf of7|s^ tu £ 
a| #A|oi| ^|x|Ai|i( se bocyte)o)|AH (sebum )» ^^^[^ ^ §|o| ^#£!-c|- At 7 |o| 7 |x l0 || ojgj. 

04 ^ixpujig^sfoa ^oj a^ah a- ^Hisjg 2|x|^g §#(&!=#, x|-ah n|« a) s ^o ?M , ^ 22f 

^-^ &£, OiJES 9> X| = Ajj!| e-g 5& ^-E| q E ^W| o| *Jgo)| o | gj. ChO|ShO| ESEjASAfflg 

21 afS^B^ msolDi 5^a|~H|ejEhoW|o| ^ m a|xi|&chs s^s e*^o|2 smaoa ofie> a *l 
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* 

* 

#7|S| xj£ # odcrgo) g <= ^oj o S AJjgg 2|X|0|2|0)| §2*J °\X\j\ a 3I«2| 2,^0)1 ^SSKHI 5*3- 

*rfeC||, ?iF-j£S £3*13 C^jlh ^>C r . Ap|o| 7|So S AjjAjsl 2 | X | 7( . sgoj OI^CH £§ ^o^° 

«H§£|*I 1*r*}°J □|Ai|ga(micro-comedones)7h a££|a| S.g2| n| X | i_Ho)| a?|£ h| = a^ 

22! HSK|2M^E||a|So^m>:(oisK n|. ofam^sj stgo|| a| S ^ ^ a§Aj s ^oj ^x|( papu | e ) fes 
(pustule). y-#(cyst), 3§(nodule)£ St£JS|-7l| s)a| aj^^i sjg ya( scar ) f °J°7|?)| =lc r 24^ og ojc 

o|ej» fergg »a §J # 2rSS«rS *|ss r 7| ^sw ^xtm*! 5 

tti4-B|Qf BfoMAI *gS «W*3lfc as H=m Si°^(Yasuro Sugimoto S| 321: Cations Inhibit 

Specifically Type I 5a-Reductase Found in Human Skin, J. Invest. Dermatol, 104 775-778 1995) g 
S#0| ^asji a 2i2Kf ^#4 H 0| ^2 a°| A r §o)| Mc^, ~o| 7 |. ias ^ £ ^ ojc f o|'g ¥ jq 

ohHM|^o|| q|& EflH£rA r o|#Bl §s| & ^jg S# AfStt a ° ^o, g'g a - a^o, ^a. So j 

SJ°iJ 7r^^o| ac[2 8*3*1 cy cK - ° ° 

[#aoi oi^-hxf 7i#« srgxfe oie-m sxiias jismoi ois.m, a^aira. §y 

^ir 5SM-BiaEfo r xi|°| s ^ = g^ g | ej^^- sa|o|| 0 J=S °^°| ^ S°!5£S o^x, S | o(-3M|^cn|" 
cHBH 5\o\<d SS^ss 5>i 2in §a|tj AhSsHS °iS^o| «3* 7HSW7I fls^ *ja## 

B|e|op|a| H-AHg ejni^ai #A |o|| 2( o^MI^chi &a4 ft §-££^71- sjcfe ^afg. ftaiacK 

taSfi) ^ SJ sr*]ft was fgo S sw 5S^-a|ejEW3||(5a-Reductase)s| & 

Aj^^| HS.ii|su|^E||a|# oF3M|^( P ropionibacterium acnes)o|| m*± th^^^S ^fe- 3=&go)| af*h 

o|S(- & ^a« 4i-A)|^7)| ^gsi-g c|-#^ ^ch. 

& ^ao)|Ai A(-gg n^o| ojbh^oj ah y as. oi A|g^§ ^r#2r ^ch. ^ aB , =bHh|aii^ 

(Sophora flavescenes) EE-fe Sh^El^aloKSophora angustifolia)o|aj , Ag°t°|s. ^ £ a^o)| aTq^: 

(Sophorae radix)sl ^a|nS Af#thcK ^9_ { ahav° aj^g a - TE | SAi 5~20cm 2J 

a 2~3cm0U Sia-E S}^~&S^O|2 Ails ^.^o| ^3}S|-a|, ujtj 5ja §bj,^ 0 |Jl a^l ufe^ 

^- ££ ^. "^&^SAjo| y A|)7|- L-hJl ^0=1 Sh#^(»V1£)0| SiCh. 7^ Pl3312i°l ^-Aj«o| ^Jlo|H-^ 

(alkaloids)SAi^ ohHgJ(matrine), ^^|o|-Sg!(oxymatrine), ^i£^(sophora nol) ^0| 9J°a=l, =ahfiit0|H 
#(flavonoids)Sfe ^afa|£l(kuraridin), 0|rfco^o|=SO|^a|@(isoanhyd roicaritin) §0| 5Jc|-. asi oja. =6)1 
2t!-7-#^-a^(luteolin-7-glucose)&#o|-i Sisa^, Aho|E|Aj( cyt j sine ) g § sycK 

n^si -gst s°i2iflfli(?si*itmw). a-2 is^^AHi, sHassn sy =i ¥71^*^1^ §22 a^hioj s. 

0.4g/kgO|HS CH if aa= 2|^cK&S: *MM 2] ; AJJo^, §gA^ 194-196, 1994). SfSj A|SQ°i^ 
0.5go)| « I0m«# «2 i2°l c(.g 0J^«|)AH o^Qij 2mf0j | oK>|(HA|sK m ayer reagent) 2~3»# 

£Ea|a SS0| ^AHEjcK^ ; D |.E£| S.o| O^^ 0 |c = SJ-oJ A | §i qj^otg V|). 

[oi^ arson jl&b\ ^a°i-a ^ ^ ^ai# Mm*tJL * 

aahftfol °f 10uHtfs| #oHo||ah 5 oj7j ^ *#§jQH = fe * o, soj ^ 

^ a5& a Ji asa^K o| an Al-aot §QHS^ a\\&m, o\\<&m, ££fff «eh§ g e |Ai| 

S. HSSeigaiS, l,3-^Sa!Sa|#, o)iiioMIE||o|e j oHio r A||g|o|s, "is! «j-£4 c|o)iaoj|y|i c'lM^s 
DIlEh #o)|ah; AjiHE! s(-u|. cc- =s= 0 |Ato| §oHs . stf3W *§c»| a^^- ^ 0 | tj'uf^JsKK 

E ho(-Ai|-c- ZXadult, Sprague-Dawley, male rat(8-10 weeks old), liver)cH| A-| o D ^ c^Bij^ 9a# 
aatfsi ^ ^Q!) (protein suspen sion)# 5ti|s|-2cK se*[ ^y^°J ygo 5 °i( (enzyme 

reaction solution)^ eH|»Ktt^. 5^n r -£|^EFo r Ai|o| eh«7|a(substrate)£Affe- a-A^sx| ( radio labeled)* 

f H testosterone) # AfS«fof, a±"J§§?!j : ^JjSS^ : = 70 : 20 : 10°h 2^?h 

(incubator)oflAH y#A| & * «J§ S^a|7|h ua S?H S°Ho)| ^oi etSHSofsaa(TLC)(5i ^ 

7H©fi, S7H£j 9|^£^E||#o| °knf cK)|» r o| HSEfl^a^EJS °JW ELlA|Mo|Ei( d ensitometer)# o|#s r oJ 
a^SrOi 5^i4-a|eiEroW|o)| 2|» En^£^E||&o||Ai cfo|sfo|HSE(|^s.^E)|g.o S o| s»»( CO nve reion 
rate)S ^3f2, a S4t cfl25(ni^ §7h§W afSr# co|2| S$f)j<| b|jas r a| 5 ©iif-a| a e r o Wl 

a^)l## a7 r s r c3c r . atx|« ®7 r 7|^»eie o r eH2 r ^cK r f ' 
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J 



*J*il§(%) = [(A-B)/A] x 100A = N^S.^Bil€-oi|Ai cho|^0|H^El|^^^E||^o^o| g^§(^ff °l£j7r A l) 







1 ! H 


1 


IfiS H 


H | U 





[H^ n|. o^M|^oj| q|B S7^«] 

xp|o| ai-aoii ^oiS 2^ S-^^ o_h^| uHx|oj|AH dH°fcA|gj ji| . o|-HM|>io|| 

*p|Aj dH^o^ bHare * n|. oFam^sj ^q*flfe£(MIC)# ^ 

a©*, n 3^ 2| ^# SoHoil £|B ^##°| n|. o^Ml^oil c«B ^Qi*«S£(MIC)Bj«i=- 10-100ppm 

^EhJfc ^J&g-g-* S^^7| A^ 7 |o| ^ ga || o|3 W oj*|. goH #MC|- 

S°H#(oJI# S3 qo||ioi|E||s, c|#^Dj|ej- aj «JA} §)o|| go(j e*l*Fo4 zfzj- §oH#oj| o|gg 
9\ 5tt4-B|qE|-o|-xg ^^I^S §7f*[ gjiK u|^ah s D| j~oi| ^b ^xi|£|(0.00i%oj|Ai ioo%a| e|*||g)5 14 

(MIC : St 200ppm)Sc|. o|^ah §dH#(MIC : 1 -10ppm)o||Ai gf^B B3*f§o| 4 S.^- 

& S«a|*1 ^B 5»n|-a|eiEFoW| 31 ^EKHfe ^sah « o ( «a|( iso , ation a - 

separation) SS (identification)* B-flo|| s|*W «|^ goHS©^. 0|gg 0|a^§d|| 

A|r±:i) (two-phase solvents system )^^. S?Ha|^ z\z$9\ ^^^_o\\ -g-a| SJ &*l§rfe 

□tonsil 2| (column chromatography)-!- o|-g-^^ , a|t}o|| ii\e.\ zj-zj-sl ^§asaHa 

5«^I(TLC)# o|#*M>l S€ g»o| s«g &%\o\ S&Er-al^EroWl sjxil^^ °J s-^Arj ^ 

* ^B ^^|ah oj u|.ekH^ ^ 5g ^ 2 ocn ( n «rao^- fi g§ s& ^OJ a, 

o|§o[ fxjo aja|^o| ^l#^^j3^cK 

^(matrine) #a| ^^^0|H#(1 x1 0" 5 %oi| a-| 100%^^|)S^K SE*m|. oK3Ml^oj| q) ^ © Sh3^SS L r 
E rMi^ ^ ah«^^ &a|^2o tt | i □^^l(matrine), ttsofig (allomatrine), ^a|d^^ 

(oxymatrine), 4:3tB r fe(sophoranol) ^^^0|H#o|H t c|-# ^|-uf^ o|^o^|-o|H^o|? r a| fj 
(isoanhydrolcaritin), ff£ r eJ fe-(kurarinone), ^s|-a| g (kuraridine) ^! isalfufe ^(sophoraflavan one G) S 
S| #£rMinO|H#o| 3d* S^olohacK & ^go| ^AH #0 ]|Ai H^##o| 2^§^§o|| ^^0|=#fe 0.05 
M|X| 12.9 SSof2, Ma r MinO|=^ 0.005 Mi*l 11.3 #tf% dj-s^^cK o|c0| 

o| =-^(MIC : ^ 1 ppm)o|| b|^oj #a^i^o|^#(MIC : 0.1 -1 ppm)7^ ci^ ^e^fe ^ 

5^2f-a|eje r oWI ^§ SI o[5.H\±o\\ Sh^^ S^r^ao||AH A|-§£j z|g ^§§d^| o|^o| 
B 31^ al^ei|*laSDhSzi2HJi|(HPLC)» o|S*K>< §£| nhaB(matrine), ^□rHf! 

(allomatrine), (oxymatrine) , ^^s|-^(sophoranol)S a^^o|=-^-o| g-af ®7^SS 

S°HS| #^o|| ^ ofc£}°| x r o|-^ SIolF #oH ^##°| ^i^-y S W^o|H^°| SifB 0.05-12.9 
Bfl Ml oil 5# ^0^201, #a^^o|H#°| fj-if-g- 0.005-11.3 §§f% S^|M)o|| oiohcK 

A^|o| H^oil o|^0| ^SAH^S SfoJB g. ^Xfe tM^Al^J Ai| ( 0 | ¥ H BJ So| ^AH ## 

^ 5SJ*r-a|eiErOr*i| n|. o r HM|^oi| q)B ^3^(Afl oj.^| t u| - ? a§)S g7^ao [ ^ i ji^oj 

^I^I^^^^I^S §y s|. o r HM|^o|| cub ^oi^ji^ n|x|o) nfoj^. b | a°l Si n|. o^MI 

± fiojo) oi^#oj xj^^jif-i- g 7 ^1-7 1 ^jnf-oi a^S(AHo^|)g ^ ^ 

mm a#B i^#o| n|^^ ga| Jf^§# ^e|-lhx| g^ogxi ^l^s^i ^B §7 r s)a^K 

* »tfo|| a|^oi B#e r oi 5&nF-a|qEFoW|o| ^ah # ^§ W | 

s|. OrHMI^oil ^|o)th S-5^SS 3>fe ^^#o|| &b ^0^1, a| - ^ au§ fi&BcK & z|z| 

s| S^oW SfB ^^^! ^ ^l#a| b||o|^# 7|go^ *(.o i| zjzjoj 2 ah§ g^oji q)s|- 

01 ^##^1 asS^i 0.005-10 ^0| bj-sf-^^cK 

^ ^1^9 S^l ^^o|| gl^iiift ^a|7|7| ^t[oi ^h^o|h^a| >iKa-hydroxy acid), uflE^ol =s A | aj. 
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(3-hydroxy acid) ££■& =l¥ ^S^|7^i|(kelatolytic ££fe exfoliating agents) &7ma\ 4= 5Uc|- SEM 

0|^H^ SE^ 11*11 -y §°| CHCD|*1 £AH»|£ wg 0 | go|*lci. 

& aslS £M|oi| S! t»|jnoi|cH| 2|7l^»j 4iS*Wel. o|# *JA|oj|.§. & 7|#sj g^pl- sigs]^. ^jg. 

7|0l|AH lb}, 7^, 1-7 1, UjZj- go] = 7^ ^AH§ S0 | £**£|£S A||o^| = ° 





i-i 


1-2 


1-3 


1-4 


1-5 


1-6 


i-i 


1-2 


1-3 




5.00 


5.00 


aoo 


aoo 


5.00 


5.00 


5.00 


aoo 


aoo 


2. £JL«i**«]e 


40.00 


40.00 


40.00 


40.00 


40.00 


40.00 


40.00 


40.00 


40.00 


3. $Q 44£§ (50%) 


15.00 


15.00 


15.00 


iaoo 


15.00 


15.00 


15.00 


15.00 


15.00 


4 


5.00 


5.00 


aoo 


aoo 


5.00 


5.00 


5.00 


5.00 


aoo 


5. a# *tf 


0.005 


0.06 


0.1 


1.00 


5.00 


10,00 


0.001 




15.00 


6. 


« 








« 




3$ 




q* 


7.4* 














^* 






a 31? 


To 100 





CHS- S^^il^S «7W7| fl^oj 5%s| ^a|oii u|jE01| Ml 2i*fl t§°^lf ^i^o^ *l|^aj ^|cH| 

o}*j|§(%) = [(A-B)/A] x 100A = Ell^^^E^oiiA-j cK)|*K>l=SE|^M:^E||e©ss| d|S7H) 

80% O|^o| oicHO^ SLU^I- 7jo £ ^he}ohc K 

A^7| 5^h£|^B|-oW|o| ^AHOHx H |^ ^S§B^.^7| 2 i-mf 5>cK 



hi -1 wiefxi) 





W 












W 










H 


H 


H 


K 


H 




H 


H 




H 












H 








II 


RJ 


fii 




51 




SJ 


SS 


a 




ti 


tt 


n 


n 


8 


ft 


ti 


6 


ti 



Av 7 | ^a|o^| °y b|jnoflo||Ai x-\\zEt} M\°m ^ah#o| n[ o^M|^cH| ens- S7^7| ^|3}-oi nf|Ha|c:|^| 

!)# *aoh^O Ct ( i 5 o /o oj ^A|Oi| °J b| JHOj| Aij oj-^l -§oh # n|)e£| C |^ A^| <gO\E£Ei 3^ 0|AJ- ^7|AH U\\°t^ 
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mm® 

n|. <H3M|^°| #3§g 90% ol^oj °icHot #5 a^7|- Sife 5£ S ff^cf. 

4^1 =l. oh3M|^o)| sp|ffi-2o|| ^EfLHSJcK 
21-2 (M\°W\) 





1-1 


H 


i :< 


! 

H 


1-5 


1-6 


1H 

1-1 


i 

j-2 


1-3 




7H0 


568 


568 


856 


510 


874 


512 


754 


m 




15 


35 


30 


41 


10 


5 


151 


» 


0 




oao 


918 


94.7 


9&2 




99.4 


m 


906 


100 




tt 


tt 


n 


tt 


tt 


tt 


n 


tt 


It i 

1 



oil 1-2)* a»8H>4 <HJ=5 oflSJ- SI *|S0)| a© a^aaf* fl»KX locfl *Sh~2(>cH *^sl ^(aj*. 



ft 


IN 


0 




1 


Sis) -fq. 5L7|/F cfl-f ^tf <gf c| *j$s[x| 3 


2 




3 




4 




5 


W x S 27]S| flM Mo) §4 


6 


W «4 M«| £1 


7 


S£ -M If 4 M«| £4 


8 




0 





S2f. u fEM A| ssg fiaHHg. A| fi S2 | g = ac| . A|a ^o, s = 0| ^onj ass es» 



http://patent2.kipris.or.kr/patent/XML/1019970031533/101997003153... 2006-08-30 



KIPRIS(gPH^aiSS) 



nil 01 xi 6 / 10 



ch &|HSoi|^ sj aisfinWI en oh Aj^S^ sp| 2 1-3011 LfEfnacj. 
a 1-3 (AHehxy) 













at 


i 




Bit 


as 


as 




mi 


\ ! 

i 

1 


\m 


28 


09 


1 


i 


» 




\m 


1 


OS 


OS 


ns 







tfi. SJ^tl SaK»W£. o||? o^h# *|fisi47|- jog Lfejycf i£*f *|a| ^JL\Q\\M aso| n 

^ 0.005 5«% oiehai A|fe 5^nf-a|£|EhoW| itgewq s! n| otam^o« q|& #^o| c\± 

>U#2 AflsW M|°| *$^a| 0.005-10 #lf% g*imo)|Ai 5»nf-a|ejEfoW2| iMdaaa m 

» *. b|ip ^12717(10)1 Ai o^ $> SE[> gEWOj US B|ipS E(| o| H|J - S Aj # § ^^oo, AJ 7 |o| ^ 
SS «W b|ip^&} 0|L|2[ #Ato| H | ¥ x,| =£^011 ^AH U|ip£|. dl-OflH 5L*^|.'o| - 51^ 



«S1 


Ml 

2-1 


2-2 


2-3 


2-4 


H 




2-1 


2-2 


2-3 




93995 


m 


999 


9M0 


MO 


$0X0 


99599 


10am 


SB 




HUE 


m 


01 


1.00 


aw 


M 


ami 




liOO 




« 


« 


« 


If 




« 


If 


If 


« 


Hi 


« 


« 




« 




11 


« 




'-If 














M 









SttnhBiqEfoM lhAH ej*,|^ « 7 ^a^7| ^a N | si u^o^cHtAH n| 5 *m| ¥ s^#a| 5 »nf-anasoW|oy 
CHS ShAH e^qs b?W7| *I*K* 5%s| ft|A|o| si b|JHoi| a\ ¥ ^ S g)o S *|| 2 skri a> 7 |o)| 
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